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(57) [Sft] 

[Ml] *JMBtt, Wrco^3-*SIMOT*fc 
[ffik^m HKCI3 




z 



0, OYtt^S*iTvtTiJ:vvl«SS-Cib9, ZttjS 
-D-^t^yx/H, 4-0- (a-D-fjUa 

$ ill 7 o tr* 7 x / y^fti fctt* aaBIHfcft* 



(5i)inta e ravs* mwm- 

A6 1K 31/70 ADP 
AED 

II CO 7H 15/20 
15/26 
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emu. xaB*ifFF. saiH^ifctt^f-u^-c* 

0. OYttfiSaSfL-COTiiVVjclBlTfe*). ZlijS 
-D-/;^t7/y/«> 4-0- (a-D-^/m 

$fu.roe*7 x y yiw#4fctt^^aei«fcBFS 

L3*«*^Jft#i:l/C*4BSIB*ftft. 
J44-0- (o-D-/Wt5/y/H -$-D-jT 

1 5 y ( ; ix h <rmt c 2 . 2 „ y 4 ;p 
>\&frt>mtL?>m"e2RV3 mmmt tin 

6 &m&ifiT v-;Wfc$ tiX \,iXi>£^/3-D—?)l>zi 

t5 y mffr£&&<vtmzmtmm i c 

ft<7>ElgfMfe. 

/Pgi^jgif 2SOf 3 £ fctt 6 

9 y v/us. ^^zfig^o#tt?r*-nt*JS i ten 

[USES] xafl^K^ifcliKRH^ OYifi 

y s^-cfesit #s i w&nwsmm. 

)V**i/&Ztz\tJm&, Z#2, 3-x-O- (ffiR 
T/^y-f/P) -yS-D-^nt^y^PS. 2, 3 

-v-o- (ffimr/un^f^figiT^y^/u) -/3- 
D-^/wntr^yx;^ 6-o- (c 2 . 20 r^y-f 
;P) -yS-D-^ne^y^l-S. 6-0- 

fl&t tzli 6 - O /U-/3-D -?;Ua\ZyS 



[{til 



m 



/M-*i"£**:»i*&3S. z#2, 3-2/*-o- (ffitt 
7/^y^f^) -/S-D-^3t7y^ST'i>?»iS 
*«6ie«oisiijs». 

[ft*«8] 2* -C2. 3-x-O- (ffi&7^ 

^y^f/M -/S-D-z^tr^y^^vD -6' 
-hKo^fx-3- ( 5-<yV Cb) 77-^) rn 

tr^-7xyy*^{i2' - C2. 3-v-o- (m.7 

6' - {m.7)V*;4)V**~s) -3- 

Cb) rntrjj-7xyyS:^6«7i-i: LT& 

=*x) -6' -tHn^-v—3- Cb) 7 

mm 1 0 ] wmTm-h m-m 1.2. 

3, 4. 5, 6, 7. 8X{i9feft£>E3g£&J#$>. 

[M$3 1 1 ] tf BffioTO • Mme&in&m 
1 oettasxiBftflj. 

[0001 J 

s. 

[0002] 

mm&mflcvm%tfmttix^z> . 

[0003] ^s^o^. mfizmmz&M6 

^"U— (Glucose toxicity theo 

ry) #&v§,ztix^h. wmtcft&mtf 

(y'T^hnx'T (Diabetologia) gS28 
^119H(198 5¥) s x*Tt*-x-f-7 ^ 
7(Diabetes Care),I13t, ^61 
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[ooo4] mfomz&i£thtz#><n-m-iimt lx 
it. £%tt*msm*tzsmzit. imm&EKfct 

^7mm}<o®&*?m.t / z%itLZ>EM#x'h o , m 
wu/MWtt ztiz**). mtrowamttttH 

itmft*i/cjttii*ftiEU MmmizwismtzK 
zbtfimznx^z vj^-^jv- ?v-jj)v 

■ A >"aff-y 3 V (J.Clin. Inves 
t. ) 91 5 1 OH ( 1 9 8 7*£) . P198 

0*, 91 03 71; ( 1 98 73=) s H»8 7«. 95 
6 11(199 1^)30 . 

[0005] u^U^^s yuvifyzmntk^tz 
t. ±®ft\iT7V3yX'hh7uvi->t7)Vn-x 
fcJO*#»S*U 7oy-»t L-C8URi**i4ffl£tt* 

fflmZtlX^l (Stroke) . 91 

4g v 93881 ( 1 98330 3 <7)X\ 5JWfc*>fc9 
£ii£ttHtt-4fc. v**v^$flHlt^v«WWU:.I 

[0006] 

[jKBAWsnui o ki-mmi *mit. wmx-w 

MTU f itfcJ: OflWi^AtlKT^ffl^U. 
[0007] 

[ra£S*f4fc*tf>#K] HRsS C I 3 

[0008] 

Hfc2] 



OY O 




m 



z 



[0009] (flU Xtt8»RTK KfTH^ i Mi* 

1-vvmx'h*). oYit&mztix\*xi>£^*mmx' 

Z\t$-V-?)ln\Z?yi/)Vm^ 4-0- (a 



+. ^x-^ixh7u\z*7*jvm**m.v%<nm& 
mizmto h&zwhmt ixz&mmmizm 

[0010] 

im<mm<mm] ^m^tmrnx-hiit^m 
c i 3 iz&wx. 0Ytf&m2tLfz7m&cD%r£. mm 
mttxit. 7*y-)\wm&<r>mmt%r)oh%> 
<7)X'htiit£<. mut*\>*i'*i-)\>3m<?)m.7>v 

[ooin 4fc. *m&-m)$tftx'h h <t^za 

i>L<lt*yY1-*7xymttUi*tit>ii?\z Fnft 

mm mm. <> s /7y>mm. t^o) roe 

* 7 x j v <r> 3 ft t < yyy 5 5 ffl *> l < it 6 

5 ygs^co 5 ttk lt i »s i k u \ 
[0012] *»#o3a&«#"trfc4'ifc£* c n fcjs 

(a-D-^atr^y^) -y3-D-/;U3tr^y 
.Wl* ( Jiii4>cOS(i 1 i> L< Uta*W#iS6&*75'/l, 
fcS*vO>4> <D*§£\ T^SkLT(±, C 2 . 20 r;P 

+^-r-STSy«&^/47t{i^;^^fx;l^{i^ffl 

it, *mmi> i<it s ?*mfrt>-^><?>t»u#*>> 

[0013] w^nWbft/jtX'hhrttis-? ±jv 
mm C I- 3 oft*Wk LTIi, HR* C 1 3 izti^ 
x. ztfp - v-yivav? y i/)vmttz&4-o- 

mxf^yw t>mm&mx' 1 1 1 < itmo 
7ffim#7i')\s{LZtix^xi>t^) x-hhK&wh 

[0014] mUW&tot LXit. HR*C ii) fc 
a\^X. 0Y«g7;^ y '-f /M-*xS4£ti*I? 



(4) 
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m. ZA>'c 2 . 20 r;^y^;uS. m.T)Vn*i/m.T 

mmtfTi/lUt § tlX WX l V ^yS - D - 77U3 t y J 

[0015] »ifcjB»fcf***fc£*i: LTii, X# 
IflfltffifclilBttF^ OY#*IHS. Ztfff-D- 
7frttyj~/)\,m&tz\$A-o- (a-D-?Jl>a\f 
yJv)V) -B-V-?)VaV7;i/)imX'hhtt&to 

[0016] mmhJ-zmmm-r^^ib lx \±. 

XiWKfcfflHP, OY#mTA'*V4A'**i'*t1iti 
0-V—/)Vn\£yJ i s)i>m. 2, 3-iS-O- ({gft 

T;u3df>'®gT^y'f/u) -/s-D-y/mb^y 

vTl*. 6-0- (C 2 . it 7>U*y4>\s) -/3-D-? 

)Va\Zy; : s)Vgk. 6-o- (fflscrivo^mLTiv 

i]J4)V) -/3-D-7/UWySisfUmttz\i6-0 
jU-ff-D-^fUah'yy ~/)VmX'fo&tt& 

ifaZhtf&LbtfX'Zh. 

[0 0 17] X VfflXtzWhtt-tZi'ti&i&b LXli. 

ximmm?. o Yifimnvx y -i jv** i^mt 
?mm. z#2, 3-x-o- {<m.T)Vijj4)V) - 

/3-D My J is/U&X'b&item hW S £ 

fcWt. 2' - C2. 3-^-0- (ffl$£T 
;^y-f;U) -^-D-/^3tf7/y/Wy) - 
6' -bKn^-3- 77-/P) 

T-ub^xyyjfefcj^' -C2. 3-^'-o- (fi 
-6' - (ffisr^y^;^^^) -3- (5-<y 

[ o o 1 8 ] **s, t 
Tti, 2' - (tf-D-z/untr^yv'/M-*^) - 

6' -bHD^f^-3- (5-<yV C b 3 75-^) 

[0019] *^«K^sroe^7x y y 
n** cm*. ffl&<mx-i>£tc*<r>mmim®L 
o&&mx%*wmmi,z.m^&zbtfX'Zh. m 

[0020] *aw«s»j£#T*5<ifc£ft 

* c k tfx-% . mn i> i < i&mn&ztzMum 
a*. trtp&m&mtLxit* mm. (xo 

•y7\ T7h'Td-A. b'^y. ViUfyK h5#y 



K df'Jb'-^brn'J h'yl£K RSftl (¥LSf. mi. 
3-y^^-f> 'J^itWrU^A, y/Pb*«yK /Dx 

xv^+vy/va-iv. isvtm) . ai^fiJ (a*w 
5/ 3 r ) aiKSSSSO ( 7 •> u *flOH* h 'J >7 a 
#) 2ft. .Iil&E30H*l 

It. gPS4-f 4«^fctt, ^0. #7--fe/WSk B&L 

a«win#iw«wrc*-9TtJ:v\ mna» 

ywmxm&mzm^x. mm^Amit-tm 

[0021] *«w<o«»jft«'T*&roe*7xy y 
vsm c 1 ) %%<nm ■ im • wm>& 

»i» ilPft'WWI^fcrtt. 0. l-100mg/k 
g . fc Ofctt 1 -4 0 m g/k g . #gPS40^(C 
fi, 0. 0 1-50mg/kg. i:0^>ft0. 1~10 
mg/kgT*«&0)j&*iJ4U\ ' 

[0022] s to b>r 7 x y y 

[0023] 
[fc3] 



OY O 




[0024] (fit. 'sm±m e t H-»**^rt 

4. ) T'S^il£77 , ;n7xyylgg#:£3l7cU Br 
flic i O^aWfcHF^ L d ^St-r^ i k (ci Oi?ii-r 

[0025] *MKKmtir;mzm\ &mm<tmz 
x6Mtl. mmmtzi onist zzbtfxzz. m 

h!J >7A (N a T e H ) W. im^TlVM- h U 
>7A{S^yb^X (Synthesis), ^545H 

( 1 978^) §m<oimzft-oxmm'&zktfX'Z 
v^. ^arr-ji^T o^tti or-3 ox;) 

[0026]^^:. mm£® (ID tCfcV^T, ^» 



(5) 
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[ 0 0 2 7 ] JEfc. COi o Iz lXmtlfz*f&JXOli 

[0028] **WW«»jS*T*4fl:**«>3 *>. Z 

[0029] 
[fc4] 



[I-b] 



OH 

[0030] (fflU RterswuSfcfiU ffeois-sf-te 

VyJisivmxhMt&fa. fiP*>-®5t C I-aD 
[003 1] 
UC5] 

OY 



OY O 





P-B) 



[0032] (fi u ia-^-i±Buiafc h-*****- 

IZbtfX'Zl. 

[0033] *3M*3*»J*#-C**ft£**>3 *>. Z 

?si/jimx-$>nt-&®). ®-hH$& c i -c ) 

[0034] 
[€6] 

OY O 



[I<] 



[0035] ({it. le^iiMIEi: |S0-«***f 

[0036] 
[fc7] 





OH 

[0 03 7] ({IU R' Ottft»3*ifc*iSte* 
U ffi<0K^ii^fcl^»**#t4. ) X*Zti& 

l^m-hzttfxzh. 

[0038] fcitffa c 1 1 1 3 iz&ux. &mmt ix 

[0039] E^Hb^J C I - a 3 4fctt [ I I I] £7) 

m&t&zbitx'th. 

[0040] TisJl&lZtt&tZ^mittlliZni&t 

wm&mv>w&±. mnwm muz. vtuu* 
?>m) man mm. vwu^wnMit 
a* s m) m&ttdtf&p&Ttz* &m<7) 
m&mwtbimfci&wsyBit. mmm& mi 

fc. flaT^-MST (»4L<{i-io"c-ioox:. 

[0041] GWm<7)&b LXit.i-hV *> A«L # 'J 

t5<zb#mi\>\ 

[00421 4^. %.fcmm#b urn ttmtiG 

[ 0 0 4 3 ] 4*. *7>7WfcRfBfc:feVYt . H£Wb£ 

[0044] *SHB«0*SWt»T*4HR* C I - a ] 

(D^H. Z^/5-D-//l/3t9y^S4^i 
4-0- (a-D-^;P3t7V>-;U) 



(6) 



886 2 5 



[ 0 0 4 5 ] JEfc. *8Ha*&«#T**ft£»tf>3 

*> . x ay ^ y« o , mffzm&^cnim 

[0046] 
[ft8] 




p-d] 



[0047] (fit. %&iffi&k R-*ft£3r*- 

[0048] 
[ft9] 




PV] 



[0049] cat. Ajisegts*^ l . ffioKto**. 




[V] 



[00 5 5] (fit. Z' «*Ka6#*II3*lTVvci 
X V >/3 - D - 7)V a t 5 J is^mt fc&jcS&ftHRRS 
^iT^Tt i^4-0- (a-D-^Pne?^^) 

-ys-D-^uah-^y^s^t. flfecoia-ttiitriB 

fcH-******. ) -C*S*U>7-t:h7x./yft-£ 
tot. HteSCvn 
[0056] 

[ftll] 




[0057] (fit. E^ifflffii: PMElft***- 

[0058] mmt-^m c v d oz ■ *K£&fftn 

$ft£4-0- (a-D-^/l^tf^/^l/) -£-D 



zti>x-*&. 

[0050] *mz.m. mmm& (mm. 

*ti ocvc-i 5or) "C3»W*£i:j& t ?S4. 
[0051] ffiatSA t tti±. flffiaKKS. 

[00 52] ZCOMM&fciZ&^X . Tat^x/^ 
e>3tiLb't>T>&05&l>l,<ii.6VLkm&Lt:5- 

4 yirvwcm&t e-^ yTyw<t&fa#Mitixn 
t>tihi%£tfhz>tf. i<7>Xoi,zLX®t>tim&toi> 

[0053] wm&ifo ci n (i, cv) 

[0054] 
[ft 10'] 



[0059] T-feh7x/y^ft CV] tT^fbH 
ft^3 CV I ] tm^KBi. JitifefcJ: D»f!»- 
ft£t*£gE4< X ?y-/H£<7) 

(*Sftr;^i»^E#) o^ST^arr-Jn^T 

(fcOWtlOX:-3 0-C) T'HSTf 5^fc^T'#l>. 

[0060] ^flSftOT^Wbi^aiT**^ 7i/ 
/WfelitlEOft^ft C I - a D *fctt C I I 13 WTis 
iWLkW&IZ LXZMthZ t h . ifc. Ty/P 
•ft{±JI^ft^!|C7)*i?S^±*W^^^ffls1-^ £ 

[0061] *&&z£r>X'&t>tUz{t&fa (II) 

[ o o 6 2 1 *fc. ft^j ci vo <i. ffiitf . mrc 

ffittUi*8cfc J: Ogtl. i t h . 
[0063] 
[ftl 2] 
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[vm 



OY O 




OY O 



OY O 



(c) 




coo64] (du a* \t$mztu-z7mm. mm 

( a ) fcgft C V I n fc-e^+^AfrfeJHSCJt <o 
/'J-t-/KGr i g.nard) KX&MRU 

CVI I n A' tefe»t4<MKi: U-Ctt. « 

[00 6 5] (blft^fcCVIintft^JKV] 

[00661 (c) fcgft C I X) ^aBcLTft^W 

cx) zcDmjmm. itsm c i ) mw* 

[0067] ( d ) A' fcfclt*fiEHS£lfc*Lfc«; 
*S«^IMStaA(c^LT. C I V) 

juxyxjux-juruv mzftmzit&z biz* 

[0 0 68] aj^^Ht^I CVDJi, (i) 

/W- y$*h>;- (J. Med. Phara. Chen.) . *5#, 
1 0 5 4K ( 1 9 6 2*) fcBttO*atifllt"C» W*. 
J4\ 2' , 6* -vhHn^i/7-feh7xyyi:2, 
3, 4. 6-f h7-0-7tf;U-a-D-^3t 
5 y v/uy d 5 K?\ *UHb& 'J »> 2*0y&t£T£1S*T 
•fe h y+?RJ6S^ Kwcflrflfc J: *) 7x y-;Hfok 

iasfcfta-f *c ttj: 9trrs#\ aim*, (men 

xff. 2' , 6' -yhhW7tb7xy>-fc2, 
3. 4, 6-Thy-0-T-t^tl—a-D-^a\f 
ySislWu* KfcL<«t2. 3, 6-h'J-O-T-b 
fVl—4-O- (2, 3, 4, 6-T-b7-0-r-fe^- 
^-a-D-^/Pntr^yx^) -a-D-^A-atf? 



[IV] 

CM, *SU;flK *vvajfHfcJt»)7xy-;l<ti* 
[0069] *9MI»fc8VYC H fl»T^3*^*k L 

r t - y h * vw$m®. i - 6 ami t Mtfttmco 
TJU3*ismzmzzbtf?z. bimmm-^ 

[007 0] c z . 2t 7/v*;4>umbi,Tii. mti-tr 

v\H*-)Vm. t<lsVl\>m. tv\'n>r/pg N v^o^f/P 
£. SIMM^S. ;W$M/Ug. Xxrn-f/l* 

mmm 2-20 osa* fciifl-i^oT/v^ y a jvm 
zmhzbtfx-zh. m.7)vxj4)vmbLx\±. 
LWivijMivmnoTb. mm.-2.-~-1 <mm.tz\$. 

[0071] &tz. *msm*. /S-D-yvpntr^y 

: siVb\t. TfEsS 
[0072] 
C-ftSl 3] 

HC 




[0073] T*S*l*«Bt**L. 4-0- (a-D 

-y/uatr^y^/P) -/s-D-y/untr^y^/ufc 

[0074] 
HU4] 

HO- 




[0075] -e^sfisrat***-. 

[0076] 



(8) 



886 2 5 



i?V) tTween80 (t^^T*? (ft) ») R 
V&ZtialXO. 5%Tween80*IS5ml^ 

ftioomg &*imm®m&®si itz . mm. 
-Mffcujttts 7 h ( emu. ig3~5E)£ 

Omg/kg/0) Lfc. HHSfflffcttO. 5%T 
ween8 0*i§&£ (£-5-*: 5m 1 /k g/0) & 

^y?itm x-mmmm%uz. (m 1 > w 

fflSZmm (mg/dl) *»^«tiUfe2 4B*IBK»«S 
ftfcSSf*£\ fW2 0 0g»fc9tf>SUtt (mg/2 
4hr/200g*I) fcSWLfc. ttftfcttlllftGtt 
0>M*)X'S>&. 

[0077] 

CHI] 

$1$ 



(SHIM**) 


(mg/24hr/200g 


1 


591 ±105 


3 


140±10 


4 


461±29 


5*2) 


326.7±43,2 


6 


128 1.9± 137.2 


7 


1I98.8±102J 


8 


582.6±18.0 


9 


719.9±45.0 


11 


687.6±47.7 


13 


727.7 ±87.5 


14 


516.0±9.4 


15 


235.8±20.4 


16 


412.6±33.I 


17 


331.3±39.3 


7 o y 9 > 


12.7±6.9 


mM 


2.5±1.3 



*2> a&mtwHt&iikLfz. 



[0078] JJB6SW»4>«3I4>a»*a o . #*8*>*3& 



[0079] 
[SSffl] 

mm i 

2' -(2, 3, 4, 6-rh7-0-T-fef-;U-/S- 

D-^ae^y^w^^) -6' -tKn^yrt 

h7x/y965rag > O-V [b] 79^-5-^ 
A'/l^rb H350mg, x^/-;P 10ml Og^fo 
fc, 5 0X*IMb& U >7A*}§?g2m 1 fc*TU MS 

yyottux-TWfcjD*., fflfU 

T. fflg<02' - (/3-D-//^t7/^^y) 
-6* (5-^yy CbD 75- 

/P3 8 3mg. *^{t*'7^-MJ'7A2 7 OmgiO 
WLtoWWtfMt h U 7AOX? 1 5 

m i tdra*. Mia-C2 . 5i$mKmz-e&. fm&**> 
ftm-h. ?mm**m. s**s*u we 

5- >- U # 7 A n ~? V fy 7 a -T1M? LX . 
2' - ()3-D-^3e7/y/my) -6' -b 
Ho^fx-3- (5-^yVCbO 77-^) 7ntt 
7xyy480mgS;#5. 
[0080] NMR (DMSO-d 6 ) 8:3. 00 
(2H. t, J = 7. 5Hz), 3. 1-3. 4(6 
H. m), 3. 47 (1H, m) . 3. 71 (1H, d 
dd, J=l. 7, 5. 1. 11. 4Hz) , 4. 56 
(1H, t; 3 = 5. 7Hz), 4. 93 (1H, d, 
J = 7. 4Hz), 5. 03 (1H, d, J = 5. 2H 
z) , 5. 10 (1H, d, J =4. 6Hz), 5. 2 

5 ( 1H, d, J = 5. 3Hz) , 6. 55 (1H, 
d, J = 8. 2Hz) , 6. 68 (1H, d, J = 7. 
8Hz), 6. 8 7 ( 1H, dd, J = l. 0. 3. 2 
Hz) ,7.21 (1H, dd, J = l. 8, 8. 5H 
z), 7. 24 (1H, t. J = 8. 3Hz), 7. 4 

6 ( 1H, d, J = 8. 5Hz ) , 7. 53 ( 1H, 
d. J = l. 3Hz), 7. 92 (1H, d, J = 2. 
2Hz) , 10. 98 (1H, s) 

FABMS (m/z) : 46 7 C (M+Na) ♦ } . 
[0081 ] git 05 2 

2' -(2, 3, 4, 6— fh7-0-7-t?7P-/9- 
D-/Wt5y^m^) -6' -bKn^Tb 
h7x/yi500mg, Kyy~ Cb 3 77V-5-* 
/^N'/Wrb K 5 4 5m g , X?y-;H 5 m 1 c^-S* 
fc 5 0 V «7 A*j§& 3 m 1 £?j§T U MiST' 
-IH»W-5. »^fLfcRj6«fc 1 0%fi£-|£S3 0 
3mg2-Jfli.. £ET. «ttil7C*fT5. it^^^i 



(9) 
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i. imzmmmt. m&^h^yt^mm 

I. *fl£4HW*. X&T. *Jf£l 0%«C®H4 

ti. wm^vTm&h. '&t>ti£:imm£*&. 

h777<-X1ttmiX. 2' -Ap--D-?)Vn\Zy 
/is)V** : s) -6* (5-KyY 
Cb ) 7y-)\>) 7*ne;fr7x7y9 8 2mg£*§.S>. 

w&mmm i m.<m *)x%&. 
[0082] $mm3 

2' - (2, 3. 4, 6-Th7-0-T-fe^;W-/3- 
D-^UnhT^yv'/.l'^x) -6' -tHo^fi/T-fe 
h7iyyi268mg t *CyV Cb) 

/^n'/^t t h 9 1 1 m g zmmm 1 1 m. 

l. a^2' - (yS-D-^ntr^/^^^) 
-6' (5-<yV Cb] 79- 

;W) T?Un7x/y^. # n a n S\ x?7-;P2 0 
m 1 RVmi2m 1 a)®&®m£®frl. 1 0%^^^' 

x.*>vt*.*mLm&i. G®m£im-t&. wkmz 
mam^mi-WT^mmx-mm. mi. mm 

^$r?ou*/UA-S^r vrntf/Px- 
■f/KfT*©*tt, £EU ^LT2' - (/S-D- 
/^rJtf^yy/M-*:/) -6' -hHn^fv-3- 

(2. S-ybHn-S-O'/ Cb] 7n 
t*7x7y9 2 0mg£f#£. 

[0 0 83] NMR (DMS0-d 6 ) 5 : 2. 8 1 

(2H, t, J = 7. 5Hz), 3. 12 (2H, t, 
J = 8. 6Hz) , 3. 15-3. 38 (6H. m) . 
3. 46(1H, m),3. 70(lH,m),4.4 
6(2H, t, J =8. 7Hz), 4. 55 (1H, 
t, J = 5. 7Hz), 4. 91 (1H, d, J = 7. 
5Hz), 5. 02 (1H, d, J = 5. 2Hz), 
5. 09 (1H, d, J = 4. 7Hz) , 5. 20 (1 
H. d. J = 5. 3Hz), 6. 55 < 1H, d, J = 
8. 3Hz), 6. 62(1H, d, J=8. 1H 
z), 6. 67(1H, d, J = 7. 7Hz), 6- 9 
5(1 H, dd, J = l. 8, 8. 1Hz), 7. 11 

( 1H, broad-s), 7. 24 (1H, t, J = 
8. 3Hz) , 11. 00 ( 1H, s) 
FABMS (m/z) :469 ((M+Na) + ). 
[0 0 84] 9Stffi4 

mm 1 1 miz ix . mi-t^mt^m^ . 2 * 

- (£-D-^3t77v-;M-*^) -6' -tHo 

7y£f§s. 

[0 0 8 5] NMR (DMS0-d 6 ) 8 : 3. 0 3 
(2H, t, J = 7. 3Hz) ,3.1-3.4(6 
H.m), 3. 47(1H, m), 3. 71 (1H, d 
dd, J = l. 5, 5. 1, 11. 7Hz),4. 56 



(1H, t. J = 5. 7Hz) , 4. 93 ( 1H, d, 
J = 7. 3Hz), 5. 03(1H, d, J = 5. 1H 
z), 5. 10 ( 1H, d, J = 4. 4Hz), 5. 2 
6 (1H, d, J = 5. 1Hz) . 6. 55 (1H, 
d, J = 8. 1Hz), 6. 69(1H, d, J = 8. 
1Hz) , 7. 26 ( 1H, t, J = 8. 1Hz) , 
7. 29 (1H, dd, J = l. 5, 8. 8Hz), 
7. 38 ( 1H. dd, J = 0. 7, 5. 5Hz) , 

7. 70 (1H. d, J = 5. 5Hz), 7. 76(1 
H, d, J = 0. 7Hz), 7. 87 (1H, d, J = 

8. 1Hz) , 11. 01 (1H, s) 
FABMS (m/z) : 483 C (M+Na ) * 3 . 
[0 08 6] K&0I5 

( 1 ) 6-7*nt^fy^y-i->J--;P3. Olgfcx 
hKnt7yi. 78g£>''7nn*?>-5 0m Hz® 
mi. e'J^7Ap-h;PxyXM^-M 7 8m 

g^jnt. mm.- 1. 5$mm-th. %&mtmi% 
wfrmi-hv^Ammximi. mm. ®m%* 

-fl>. Tm%i/Vii'f)Vi}yK9v-?Y7 : 77 (?§ 
& ; : »KXt\>H TffRU 6-70*- 1 

— fh7t Hnb , 7x;^d E .wy^4. 10g£f# 

[0087] MS (m/z) :296, 2 9 8 (M* ) 

(2) 7VP=/>#B^T. fb7tKD77^3ml>1' 
OV^>"7A 2 2 8 m gSl^S >7S3 m g Oig-^iS- 

6or£M*u tmi^he-rm-i-y-hy 

\zYn\Z?-)VJt*i"{yyy2. 6 0gc7>xh7tK 
07?y}§?K5ml £?Trf|>. jiST&7&. 7 0'CT 

H9 5 9mgiDf h7hKo77>^?S2m 1 £?TF 

®izm\ mm^^x-mmi. mm. mm* 
. (mm ; M-9-y : »rx*ao x-nmi. i-tv? 

t Hne7-/my^ y^y- 6-*;w^ft h i 

081mgJ#J„ 

[0 088] MS (m/z) : 24 6 (M + ) 

(3) 2' - (2, 3, 4, 6-7^7-0-7*7^ 
-/S-D-^3t7/^my) -6' -hh'ndf 
^T*h7x/yi l -rh^t Fnt?7X/i,*ifW 

y^y- 6 -#/i^\vpt t k l Httfc*sa L 

2* - (/3-D-/;W3h*77»^dfv) - 6' 
-tKo^^-3- (l-7h7h|«De7-/Wv' 
-< y?y- 6 ->f;u) 70^*7 x/y£#l>. 

[0089] FABMS (m/z) : 567 C (M+N 
a) ♦ ] 

(4) 2' - (^-D-^3t7/y^y) - 
6' -bFoJf-/-3-(l-ff7bKne7-;W 

^wy^y-6-^/P) rDtf^7x/yi 1 60m 

g £ e »J S/y 1 0 m 1 fcjg»U . 6 3 g £ 
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g£LT. 2' - (2, 3, 4, 6-rh7-0-T-tr 
f^-^-D'/Wt^/^^y) -6' -T-fe 
h*is-3- (l-rh^tKntr^x/M-^W ^ 
y-6-> f/P) 7"o£:t7x/yi4 3 8mg£*#|>. 
#>ft£Ii&20m 1 . rh7bK077yi 0ml.* 

5mi<o8£**tfc»«u 4 5xrc3B§isfflH ! W-4. 

7-fehy) tH*U 2' - (2, 3, 4, 6- 
r h 5 -0-7*+*- 6 ~ D-TVIO t77 x/M"* 
x) - 6' -7-t=h*x-3- 
y-6— f;U) Tnt*7iyyi07 1mg^„ 
[0090] FABMS (m/z) : 693 ( (M + N 
a) O 

(5) 2' - (2, 3, 4, 6-fh7-0-7W 
-jS-D-^/lOtr^/i'/M-^v-) -6' -7-th* 
5"- 3- rot 

*7x y y l o 5 4 mg & try >-*y 3 0 m ltdtJS U 

p-V)V*VX)V-fc-tV9uV K3 2 9mg£in;i. 7 
5*C-C*-l&8i#-f S. JEfc. p-Wlocy*;U*x;l^ 
nyK150mg5:jDi.. 2BI§3ISir&. tryx'y£ 

®E%i;LMk. mmwm^+MzmmL. % 

n7 h 7 -r - (?i$ ; ? uo*;^ : ii®xf-;U) 
2' - (2, 3, 4, 6-+h7-0-7 
*.+tV-&-V-'7')Vtt7 /is)V**is) -6' -t 

>-aiX2' - (2, 3, 4, 6— rhy-0-7*+/U 
-/3-D-7jl>a\Z?SisjUtti') -6' -tKn^r 
v—3- (4 yfy-S— UV) 7n\f*y*Sycr> 
1 : 18£ft67 6mg£ft4. 
[0091] FABMS (m/z) : 633 C (M + N 
. a) ♦ 1 

(6) 2' - (2, 3, 4, 6-rh7-0-T-fe^-;U 
-yS-D-Z/PntrTVi'/M-^x) -6' -tKn* 
is- 3- (4>t>-(>-4)V) 7*ntr*7x/y&v 

2' - (2, 3, 4, 6-f h7-0-7tf/l'-/J- 
D-fjVttjSisfrttis) -6' -hHn^fv— 3 

- i/i>) 7°ot>f7xyy^s^6 

6 0mg^^y-^2 0ml«U iJSfc&y^A 

l g&tf*o .2mi £Jn;L % Mfflf l BSBHHf-fS. 

a. . mm * y 1 7>v* ?a 

}V) X'WMl. 2' - {fi-V-?)VW7Jis)V** 
is) -6' -tKo*^-3- KAVtV-S-A*) 



raV*7±Sy&V2' -(^-D-//^t7/y 

>V**i/) -6' -tHndf^-3- 

-OU) 7'Dt^7x7y(7)l : ll^ft44 1mg^ 

-6. 

[0092] NMR (DMS0-d 6 ) 2. 94 
(2HX2, t, J = 7. 5Hz). 3. 1-3. 4 
(8HX2. m). 3. 46(1 HX 2, m), 3.7 
0UHX2, ddd, J = l. 9, 5. 3, 11. 7 
Hz), 4. 55(1 HX 2, t, J = 5. 4Hz), 

4. 93UHX2, d, J = 7. 2Hz), 5. 02 
(1HX2, d. J = 5. 2Hz), 5. 09(lHx 
2, d, J = 4. 7Hz), 5. 22(1HX2, d, 
J = 5. 1Hz), 6. 53(1 H, dt, J = 5. 

5. 2. 0Hz). 6. 55(1 HX 2, d, J = 8. 
4Hz), 6. 58(1H, dt, J = 5. 5, 2. 0 
Hz), 6. 68(1HX2. d, J=8. 1Hz), 

6. 88(1HX2, m), 7. 07 ( 1H. dd, J 
= 1. 5, 7. 6Hz) , 7. 14 ( 1H, dd, J = 
1. 5, 7. 8Hz) , 7. 25 (1HX2, t, J = 
8. 3Hz) , 7. 29 (1H, d, J = 8. OH 

z) ,7.31 (1H, s) , 7. 36 (1H, d, J 
= 7. 6Hz) , 7. 39 (1H, s) , 11. 02 
(1HX2, s) 

FABMS (m/z) : 46 5 C (M + N a) + } . 
[009 3] MatCT6 

(1)2' - {fi-D-rfrzKJSssArttzs) - 
6' -tKn4fx-3- (5-OVCtO 77-/1') 
7ne^7i/y4. 44gfc^ony^>'80m 1 

*>ffl£ftfc* <yxr;PrtK^y^T-fe^-;u3. 

0 4gai^p-h/l^xy^;^yit0. 1 9g£iH;t. 

77 -r- ;oq*^ : y^y-;i/) TfifiKt 

2" - (4. 6-O-Ky { JVT>-0-D-^* 
ttyJislV***/) -6' -tKD^fy-3- (5- 
<yV CbD 77-^) Tnf3j-7x7y5. 84g£ 

[0094] NMR (DMSO-ds ) $ : 3. 0 0 
(2H, t, J = 7. 6Hz) , 3. 2-3. 4 (6 
H, m), 3. 5-3. 6(1H, m), 4. 20(1 
H. t, J = 5. 1Hz) , 5. 17 (1H, d, J = 

7. 7Hz) , 5. 4 7 ( 1H, d. J = 5. 2H 
z) , 5. 58 (1H, s) , 5. 59 (lH. d, J 
= 5. 8Hz) , 6. 57(1H, d, J = 8. 1H 
z), 6. 72(1H, d, J = 8. 1Hz), 6. 8 
9(1H, dd, J=l. 0, 2. 2Hz), 7. 21 
( 1H. dd, J = l . 9, 8. 5Hz) ,7.25 
(1H, t, J = 8. 3Hz) , 7. 35-7. 55 
(7H, m) , 7. 94 ( 1H, d, J = 2. 2H 
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z) , 10. 82 (1H. s) 
FABMS (m/z) :555C(M+Na) + } . 
[0095] (2)2" - (4, 
-/3-D-^;U3tT7y^^v') -6' -tHn^f 

V- 3- (5-<yvcbj 7 7-;H raf^7xy 

>5. 7 8gSrtr'J^5 0mll^|gt, *S*PK 
6 . 6 5 g fcin*. , M&T4 iSISfflB** * . RiBKfcP 

Kx^fciu, *- 1 o%«8fc&s\ **#LT^ig 

S8tf>2' - (2. 

*4f^) -6' -T-th=>fv-3- (5-"WCtO 
77-^)rntft7iy^7. 24g£f#£. #.P B 5 
20mg*|«10mlK»«U*l. 5ml&t*P 
-h;Uxyx;^yit4 5mgSrJpt. 5 0\:T5B*fil 

«aE*^y*y^5A^avh^57 -f- (8H ; 7 
no^A:^^;-^) 2' -(2, 3 

-y-0-r-bf^-/3-D-^3t7yy/W 
S>-) -6' -T-bh^^-3- CbD 77 

XAO 7*oejj"7x/y3 6 0mgSr^S. 
[0 0 9 6] NMR (DMSO-de ) $ : 1. 8 8 
(3H, s) , 2. 00 (6H, s) , 2. 9-3. 1 
(4H,ra), 3. 5-3. 8 (4H. m) . 4. 7 5 
(1H, t, J = 5. 5Hz), 4. 90 (1H. d 
d, J = 8. 0, 9. 8Hz) , 5. 1 1 (1H. t, 
J = 9. 2Hz) , 5. 50 (1H, d, J = 7. 9H 
z) , 5. 59(1H, d, J = 5. 7Hz), 6. 8 
8 (1.H, d, J = 7. 9Hz) , 6. 90 (1H, 
d. J = 2.'2Hz) , 7. 16(1H, d. J = 8. 
1Hz), 7. 17 (1H, dd, J=l. 7, 8. 5 
Hz) , 7. 44 (1H, t, J = 8. 2Hz) , 7. 
48(1 H, d, J = l. 8Hz) , 7. 49(1H, 
d, J = 8. 6Hz) , 7. 94 (1H, d, J = 2. 
2Hz) 

FABMS (m/z) : 593 C (M+Na) + ) . 
[00 97] gitW 

(1) 2' -(2. 3-£<*-0-7-fef7t'-4, 6-0 
6' -T-feh^f^-3- (5-^.yVCbD 77-^) 

rotr^-7xyy7. 20g£7^5t vu79y-x 

?S->U$M (4 0ml -4 0ml ) fcSHU 
S^h'J'7A4. 2 8g&l*>k0. 8ml£jD;L, 5 0 
-CT6 . 5 B$Hj«#-f S . &I^k^+ b V *7A£<?>* 

m+&. *«, mm. *«*s*u 

J-/'J*y;l/*7A7n7h/77^- (88; ;nn 
*^A:B»if-;WC««LT, 2* - (2, 3-^' 
-0-T-t^-;U-4, 6-0-<yxl)Ty-/5-D- 



/;l/3t7/^m^)-6' -bKcMr^-3- 
(5-<yy Cb} 7 7-^1 7oh-3j"7xy>-5. 2 
0g£*§6. 

[00 98] NMR (DMSO-dg ) d : 1. 9 8 
(3H, s) , 2. 0 1 (3H, s) , 2. 90-3. 
0 5 (4H, m) . 3. 70-4. 00 (3H, m) , 
4. 25-4. 35(1 H, m), 5. 05(1H, d 
d. J = 7. 9, 9. 4Hz) , 5. 41 (1H, t, 
J = 9. 4Hz), 5. 58(1H, d. J = 7. 9H 
z) , 5. 63 (1H, s) , 6. 60 (1H, d, J 
= 7. 7Hz), 6. 68(1H, d, J = 8. 1H 
z) , 6. 89(1H, d, J = 2. 2Hz), 7. 1 
9(1 H. dd, J=l. 8. 8. 6Hz), 7. 21 
(1H, t. J = 8. 3Hz) , 7. 38 (5H, 
s), 7. 45-7. 55 (2H, m)'. 7. 94 (1 
H, d, J = 2. 2Hz), 10. 28(1H, s) 
FABMS (m/z) : 639 C (M + Na) + } . 
[0099] (2)2' - (2, 3-^-0-7*^ 
-4, 6-0-K>iSVTy-/3-D-?)i>3\:jSi' 
iVJt^is) - 6' -bHD^-3- (5-^yV 
Cb) 77-/V) 7*Ot^7xyyi. 2 1gSr»Ml 
5m ltdgjjfU 7k 1 . 5miai/p-h;uxy7.;^ 
yK4 3 m g fcjn* . a»"C4 . 5 israww-s . as 
»fc*fcfHRxf-;l*lii;U UHtU 3r®l£#Et 

nn*;PA:>^/-^) "dtRLT. 2' -(2, 3 
- V- O - T^f-iV- /3-D - ?)i>3 t°5 7 i'/l/:*^ 
^) -6" -hHa=Jfx-3- (5-<yy [b} 75 

7nW7i/y9 1 5mg£f#S. 
[0100] m. p. : 1 27-1 29°C 
NMR (DMSO-d 6 ) S : 1. 92 (3H, s), 
2. 0 0 (3 H, s), 2. 8 5-3. 05 (4H, 
m), 3. 45-3. 75(4H, m) . 4. 75(1 
H, t, J = 5. 4Hz), 4. 87 (1H, dd, J 
= 8. 0, 9. 8Hz ) , 5. 09 ( 1H, t, J = 
9. 7Hz) , 5. 36 ( 1H, d, J = 7. 9H 
z), 5. 55(1H, d, J = 5. 6Hz), 6. 5 
7 (1H, d, J = 7. 8Hz) , 6. 68 (1H, 
d, J = 8. 1Hz), 6. 8 8 ( 1H, d. J = 2. 
2Hz), 7. 17 (1H, d, J = 9. 6Hz), 
7. 19(1 H, t, J = 8. 3Hz). 7. 48(1 

H, d, J = 9. 3Hz), 7. 49 (1H, d, J = 

I. 0Hz) , 7. 93 ( 1H, d, J = 2. 2H 
z) , 10. 28 (1H, s) 

FABMS (m/z) : 55 1 C (M+Na)' } . 
[OlOl]«Jtt0!8-lp 

. [0102] 
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[f§2] 

f52&({-01) 



£3 
& 

* 

* 


OR 


R 




8 


CH3CH2O- 


m.p.:$9-93t; 

FABMSCm/t):639[(M+Na) + ] 
NMRODMSOdg. 5 ):1.06(3H,t,J=7.0Hz), 

1.120H.U-7J1HS), 2.9-3.1 (4H,m), 3.4-3.6(7Rm). 
3.7-3.8(lH,m), 3.95(2H4dJ=13.8,16.8Hz) t 
4.10(2H,dd,J=9.8,16.8Hz), 4.74(lH,U=5.9Hz), 
4.93(lH,dd,J=8.0,9.7Hz), 5.18(lH,tJ=9.5Hz) l 
5.43(lHAJ=8.0Hz), 5.62(lH,d,J=5.5Hz), 
6.58(lH,dJ=8.1Hz), 6.69(lH,d,J=S.lHz), 
6.87(lH f ddJ=1.0,2.2Hz), 7. 17(lH,dd,J=2.5 ,8.3Hz), 
7.19(lH,U=8.3Hz), 7.47(lH > dJ=9.2H2>. 
7.49(lH,d t J=1.8Hz) l 7.93(lH f d ( J=2^Hz). 
10.28(lH,s) j 


9 


CH 3 OCH 2 GO 


m.p.:114-116'C 
FABMS(m/z):61 1 [(M+Na) + ) 
NMR(DMSO^,$):2.9-3.1(4H,ro), 3.26(3H,s>, 
329(3^5), 3.5-3.8(4H,m), 
3.93(2H,dd,J=l2.9, 16.8Hz), 
4.07(2H4dJ=8.5J6.7Hz), 4.74<lH,t r J=5.9Hz), 
4.94(!H,ddJ=7.9,9.8Hz), 5.19(lH,tJ=9.2Hz), 
5.44aH f d,J=7.9Hz), 5.64(lH4J=5.5Hz) l 
6.58(lH,dJ=7.8Hz), 6.69(lH,d,J=8.1Hz), 
6.88(lH,dJ=2.2Hz), 7. 17(1 H,dd,J=1.8,8.4Hz), 
7.19(lH f t,J=8.3Hz), 7.47(lH,dJ=8.3Hz), 7.49(lH,s), 
7.93(iH,d,J=2.2Hz), 10.28(lRs) 



[0 103] 



[fS3] 
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$2%. (*<r>2) 







OH O 
I ii 








s 
& 

00 

& 

TIT 










OR 




R 








FABMS{m/z):61 1 [(M+Na)*] 
NMRCPMSO^ ^ ):1.17(3H,U=7^Hz), 


10 


CHjCHjOCX) 


1.20(3H,tJ=7.1Hz), 2.9-3. 1(4H trO.3.5-3 8f4H.ml 
4.0-4.2(4H f m) t 4.70(1 H,ddJ=7.9,9.8Hz). 
4.74(lH.U=5.9Hi), 4.95(lH,U=9.6Hz), 
5.44{lH,dJ=8.0Hz:), 5.71(lH,d,J»5.9H2), 
6.58(lHAJ=8.4Hz), 6.66(iH4J=7.9Hz), 
6.88(lH,d<U=l. 0,2.2Hz), 7.17(l&dcU=2.0,8.8Hz), 
7J9(lH,tJ=8.3Hz), 7.48(lHAJ=9.1Hz), 7.49(lH,s). 
7.93<lH,dJ=2.2Hz), 10.26(IH^) 



[01 O4]ffift0|l 1 

2' - '(^-D-^3t7/y^y)-6' -b 
Kn*5/-3- ( 5 CtO 7v-)V) 7nt^ 
7xyy8 8 9mgtXbdfv-i^2 5 OmgOf 'Jy 
yM2 5mlC. *^T, N, N-t'X (2-#*V 
-3-5T*-9VU SfcylO 4 >-I??ay K 1 5 2 
7 m g SrJn*. , SKI? 1 9 BflBBWW h . , tt 

* ( 1 Om 1 -1 Om 1 ) fc*j*U h 'jX^TSy 
202mgfcJn*., SOX^O^HWWW-*. *8* 

$t&£®*u 

-3- (5-Kyy CbJ 77-/1^) rnWiyy 
377mg^. 

[0 10 5] NMR (DMSO-d 6 ) * : 1. 0 6 
(3H, t, J = 7. 0Hz), 2. 99 (2H, t. 
J = 7. 4Hz) . 3. 1-3. 3 (5H, m) , 3. 



41 (2H, q. J = 7. 0Hz), 3. 6-3. 7 
( 1H, m) , 3. 9 6 ( 1H, d, J=l 6. 6H 
z), 4. 0 3 ( 1H, d, J=16. 6Hz), 4. 
1-4. 2 (1H, m) , 4. 36(1H, dd, J = 
1.8. 11. 7Hz) , 4. 98 (1H. d, J = 
7. 3Hz) . 5. 22 ( 1H, d, J = 4. 5H 
z) , 5. 31 (1H, d, J = 5. 5Hz) , 5. 3 
4(1H, d, J = 5. 2Hz), 6. 5 6 ( 1H, 
d, J = 8. 1Hz) , 6. 64 (1H. d, J^8. 
1Hz), 6. 87(1H, dd, J = l. 0, 2. 2 
Hz), 7. 2 0 (1H, dd, J = l. 8. 8. 1H 
z), 7. 23 (1H, t, J = 8. 3Hz), 7. 4 
6(1H, d, J = 8. 4Hz), 7. 51 (1H, 
d, J = l. 4Hz) . 7. 93 (1H, d, J = 2. 
2Hz) , 1 0. 87 ( 1H, s ) 
FABMS (m/z) : 5 53 C (M+Na) ♦ D . 

[o 106] mmi 2-15 

[0107] 
[£4J 



(14) #^9-1886 2 5 



83g (-f-Ol) 



s 
* 


OH 


R 
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CH 3 OCH 2 O0 


FABMS(nvfe)^39[(M+N^ + ] 

Nlvfl^MSCM 6 ^):2.99(2H,a=7.1H Z ), 3-24(3H,s),- 

3.15-3.4(5EI f m), 3.60,3.70<iH,m), 
3.94(lH4J=16.6Hz), 4.00(lH,dJ=16.6Kz). 
4. 16(lH,d<y=6.8a 1.9Hz), 
4.37(lH4<U=1.8,11.8Hz). 4.98(lHAJ=7,4Hz), ' 
5.23(lH4^=4-8Hz), 5.33<lH,dJ=4.&Hz). 
5.36(lH4J=5.3Hz) f 6.56(lH,cU=8.1Hz), j 
6.64dH4J=8-lHz), 6.88(lH4,J=17Hz). 
7.20(lH4d.J=L8,8.2Hz), 7.24(lH P dJ=8.3Hz), 
7.46(lH,<U=8.4Hz), 7.51(lH4J=1.4Hz), 
7.93(lH4J=2.2Hz), 10.86(lH,s) 


13 


CH 3 CO 


FABMS(ntfz):5(»[(M+Na)^ 

NMR(DMSO-dg, 8 ):1.95(3H,s), 2.99(2H f U»7.4Hz), 

32-3A(5Hm\ 3.5-3.7(lH,m), 
4.07(lH,dd,J=6.6,11.8Hz), 
4.28(lH,ddJ=2.0,l 1.9Hz), 4.97(lH4J=7.5Hz). 
5.20(lH4^=4.6Hz), 5.29(lH44=5.5Hz), 
5.34{lH4,J=5.2Hz)> 6.56(lH4J=8.1Hz), 
6.65(lHAJ=8.1Hz), 6.87(lH4J=2.2Hz), 
7.20(lH.dd T J=l .8,8.3Hz), 7.24(lH,t,J=8.3Hz). 
7.46(IH4J=8.4Hz), 7.5 1(1H4,J= 1.4Hz), 
7.93(lH4,J=2.2Hz), 10.86(lH,s) 



[0108] m5] 



( 15) 
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Q-co 



FABMS(m^):S71[(M+Na) + l 
NMR(DMsdd 6> a)i37(2H,U=7.3Hz), 3.20-3.40 

(5H,m), 3.75-3.85(lH,m), 
4.28(lH.dd,J=7.5,l 1.8Hz), 
4.6O(lH,d<U=1.8,10.7Hz), 5.02<lH.d,J=7.4Hz). 
5.28<lH,d.J=4.0Hz). 5.40(lH4.J=S.2Hz), 
5.42(lH.dJ=5.3Hz), 6.53(lH,d,J=8.1Hz), 
6.68(lH,d^=8.1Hz) 1 6.86(lH,d(U=1.0.2.2Hz). 
7.06(lH,a=8JHz), 7.17(lH,dcU=1.8,8.5Hz), 
7.44dH,dJ=8.4Hz), 7.49(lH4J=1.4Hz). 
7.52(2H,U=7.8Hz), 7.67(lH,t,J=7.5Hz, 
7.93<lH,d,J=2.2Hz), 7.95(2H4>7.0Hz), 
I0.28(lH,s) 



FABMS(mft): 705 [(M+Na)+] 
NMR(DMSO-d 6 ,tf):0.85(3H,U=7.0Hz), 1.10-1.30 

(24Iim). 1.40-1.50(2Hjn), 2.20(2H,tJ=7.7Hz), 
2.99(2H,t,J=7.3Hz). 3.25-335(5H.m). 3.55-3.65 
(IHjn), 4.06(lH.ddJ=6.8.11.9Hz),' 
CH 3 (CH2) M CO|4.31(lH,ddJ=1.6,l 1.8Hz), 4.97(lH4J=7.4Hz), 
5^4(lH4J=4.8Hz), 5.31(lH,dJ=5.5Hz). 
5.37(lH4,J=5-2Hz), 6.56(lH4J=8.1Hz), 
6.64(lH4J=8-lHz). 6.87(lH,ddJ=1.0,2.2Hz). 
7.20(lH4d,J=1.8,8.5Hz), 7.22(lH,t,J=8.4Hz). 
7.45(lH4J=8.5Hz), 7.51 (!H,dJ=l. 3Hz). 
7.93(lH4J=2-2Hz). 10.92(lH.s) 



[0 10 93S31M16 

2' -C2, 3, 6-hV -0-T^)V- 4 - O - 
(2, 3, 4. 6— rYy-O-T-ti^JV-a-T)—? 

-6' -tKnJfi/7-tV7iy>'154 1mgKy 
x / C b ) 7 y y- 5 -ii)Vrt)WrtV 3 5 0 m g £g§ii 
««JlXI±2i:|Sl^(C^-ri»ii:{r < tO, 2' - [4- 
O- (a-D—/)Vz\\ZyJi/)V) 
7^^^^: -6' -h K03-V-3- (5-<y 
V CbD 75-/W /ott7xyy4 1 5mg^ 

[0 1103 NMR (DMSO-d 6 ) d : 3. 0 0 
(2H, t, J = 7. 4Hz), 3. 0-3. 8(14 
H, m), 4. 4-4. 6(2H, broad). 4. 
90(2H, broad), 4. 99(1 H, d, J = 
7. 7Hz) , 5. 06 ( 1 H, d, J = 3. 7H 
z) , 5- 38(1 H, d, J = 5. 4Hz), 5. 4 
7(1H, broad), 5. 6 0 ( 1 H, broa 
d). 6. 56(1H, dd, J = 0. 7, 8. 4H 
z), 6. 69(1H, d, J = 7. 9Hz) , 6. 8 
8(1H, dd, J = l. 0, 2. 2Hz), 7. 21 
(1H, dd, J = l. 8, 8. 5Hz) , 7. 24 



(1H, t, J = 8. 3Hz), 7. 46(1H, d, 
J = 8. 5Hz), 7. 53(1 H, d, J = l. 2H 
z), 7. 92(1H, d, J = 2. 2 H z ) , 10. 
95 (1H, s) 

FABMS (m/z) : 629 ( (M + Na) ♦ } . 
[011 1H8WH17 

2' -C2, 3, 6- hU-O-T-fe^-4-O- 
(2, 3, 4. 6-f b7-0-7W-a-D-/ 

-6' -t Hn4fi/T-feh7xy>l 54 lmgi^ 
V C b ) f-si-7 x y- 5 -^;W\>r t ; H 389mgJ 

si^tM 1 1 mmzm-r&zt tzx i . r - u-o 
y^/i^iO -6' -hKn^x-3- ( 5-<yy 

Ch) f-XX/U) 7 , ne^7x7y64 5mg$f#S„ 
[0 112] NMR (DMSO-d 6 ) d : 3. 03 
(2H, t, J = 7. 6Hz), 3. 0-3. 8(14 
H, m), 4. 51 (1H, t, J = 5. 5Hz), 

4. 57(1 H, t, J = 5. 6Hz). 4. 88(1 
H, d, J = 4. 9Hz) , 4. 91 (1H. d, J = 

5. 6Hz), 5. 00 (1H, d, J = 7. 7H 
z), 5. 06(1H, d, J = 3. 8Hz), 5. 4 



(16) 



^^¥9-1 88625 



0 ( 1H, d, J = 5. 7Hz) .5. 47 ( 1H, 
d, J = 6. OHz), 5. 61 (1H, d, J = 3. 
3Hz), 6. 5 6 ( 1H, d, J = 8. 4Hz), 
6. 69(1H, d, J = 7. 9Hz), 7. 25(1 
H, t, J = 8. 3Hz), 7. 29 (1H, dd, J 
= 1. 6. 8. 7Hz), 7. 39 (1H, d, J = 
5. 5Hz) , 7. 70 (1H, d, J = 5. 4H 
z), 7. 77(1H, d, J = l. 6Hz), 7. 8 
7 (1H, d. J = 8. 2Hz) , 10. 97 (1H. 
s) 

FABMS (m/z) : 645 ( (M+Na)* K 
[01 13]S3tfl|18 

2' - (2, 3, 4, 6-Th5-0-T-fef-/W-/8- 
D-^ntT^y^^x) -6' -bFn^Tb 
h7x7y5g. W CbD 77V-5 -i])V^)Vf 
bh'l. 81gSr (i ) 9G£0UfcHttCKJ5. 
T#£>ftl>a^D2 , - (/J-D-TVPabTVi'/M- 
*^) -6' -bKodfx-3- (5-<yy Cb] 7 

7-^)r?yo7iyySr s i^y-;k50mu 1 
o %*iHb$ u *j A*m& i o m i ^>s^gffi(cs^ 
u mm&i 2 0mg**Btfcfflv>r#BEF. Sftta 

7c£<T-?. *«£**U %***»T1 



tmizKm. amix'&t>tiz : m<?)2' - (£-d 

-^3b7/i'/M-*s>') -6' -bHodfx-3- 
(5-<yV Cb] 75-^) T^Un7x X 
?/-A-5 Oil,! 0%*lHb7y'7A*}§$l Om 
1 OS^««JC»*> L . 4 - N , N-^f- 

)V7^J^) i JV2. 5g, 1 0%^*7^''7A-i)tS 
1. 1 g^Soi.T«ffT. g^TcSrffd. 

u *»**»ti oxwc+»u MffTtiiig-r 
4. «aEfcB»xf-;u*iini. mutant 
4. mm^^m. ggtssu mum 

klzXL 2' - (^-D-/;^t7/y;^y) 
-6' -bh'n^v—3- (5-*W Cb} 77- 
rtO 7nWxyy3. 4g£&4. HrixgliSGiffl 
1I2$?>M9T'£>4. 
[01 14] «36H1 9 

WkM 1 1 fcPWMcLT* tf^4JHfsHfc£ft*»4K £ 

[0115] 
[«6] 



»4S 









m 
m 






* 




if 

OH 




R 








FABMS(m/z): 525 r(M+Na)+] 
NMR<DMSCW 6 ,<?):2.99(2H f U=7.5Hz) > 3.10-3.40 
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CH3OCO 


(5H f m)> 3.63(lH,m), 3.64<3H,s) p 
4.15(lH > dd,J=6.4,ll.6H2), 
4.36(1HAU*2.DJ 1.6Hz), 4.98(lH.dJ=7.6Hz). 
5.21(lH f (U=4.9Hz), 5.34(lH,(U=5.4Hz) f 
5.35(lH.<U=5.4Hz), 6.56(lH r dJ=8. 1Hz), 
6.64<lH,cU=8. 1Hz), 6.87(lH,ddJ=1.0;2.2Hz), 
7.20(lH,ddJ=1.8 F 8.5Hz) t 7.22(lH,tJ=8.3Hz). 
7.46UH,d,J-8.4Hz), 7.5l(lH,iU=1.5Hz), 
7.92dH,d,J=12Hz), 10.88C1JU) 



[oi i6)mmi 

2' , 6' -vbKn^xTbh7x7>l. 06 5 
g. JKKaK$*A4. 8 3 gSlXh^xy 10 0ml 
<?y8&totT4->- S^x?-?^^ (Di en-S 

tark trap) ximtm%tft>m8i-tz>. m 

M3 0mlil^S« 2, 3, 6-hU-O-T-lr^ 
;P-4-0-(2, 3, 4, 6-rh7-0-7bf-/k 



^7*d5hii. 4 2g$-*D^.. iummm-z. 
&mt. u zmtmmi. mtt^v 

*y;^7A?u7h/ 7 7 j-x-nmixr -o- 

[2. 3, 6-M>-0-Tb^/P-4-0- (2, 
3. 4, 6-rh7-0-Tb^/U-a-D-^U3b 
7/^) -/S-D-^;U3b77^] - 6' -bK 
o3fv7bh7x/>4. 30g£#4. 

[0117] IR(nujol)cm-l:1750. 1 



(17) 
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630 

NMR (CDC 1 3 ) <? : 2. 0 1 ( 3H, s ) , 2. 
03 (6H, s) , 2. 04 (3H, s) , 2. 06 

(3H, s) , 2. 08 (3H, s) , 2. 10(3 
H, s) , 2. 59 (3H, s) , 3. 8-4. 35 

(6H,m), 4. 46 (1H, dd, J = 2. 9, 1 
2. 2Hz), 4. 8 7 (1H, dd, J = 4. 2. 1 
0. 5Hz), 5. 06(1 H, t, J = 9. 8H 
z) , 5. 21 (1H, d, J = 7. 3Hz) ,5.3 
2(1H, d. J = 2. 5Hz), 5. 35-5. 47 

(3H. m) , 6. 49 (1H, d, J=8. 3H 
z), 6. 71 (1H. d, J = 8. 3Hz), 7. 3 
6(1H, t, J=8. 3Hz), 12. 9 6 ( 1 H, 
s) 

FABMS <m/z) : 79 3 C (M + Na) ♦ ] . 
[0118] 

vamw c i ) Rvwmmmzmi? zmt, am 



m*E»&*»ffl 3-4-3-407 



Mt7uVi?ym<r)l 1-1 0 0flMc*"CR»Sri«in 

[o 1 1 9 ] 4fc. *%,*n<7)ir®mT'hiTnt'*7 

xsymft C I D tt»ttjWS< . «itf. 2" - </3 
-D-yjVtty J~/)Vtt : s) - 6" -h Ko^fy- 
3- (5-^yVCb] 77-/P) 7 , of^7xyy4 
£J22' - (2, 3-> f -0-7-t-f;l'-/9-D-//U 
3t7/yy^^fy) -6' -tFo=*x-3- (5- 

<yy Cbj 75-/10 rnW7i/y^7-)^tf 

0gPS4 ( 3 0 0 0 m g/k g ) UT fcJEtWJAgA 
ftflT'OJn*#j§?T'± 1 s r ^ 3 vlMfcoffliKfiftS 

[01 203 fto-t . *wmwm/hxbhtk£fth 

(I]ll XiMf*ftlEU ^3-* ■ Hr^xr-r 

yx v ymmmm ( i wns 
^sus^ ( i immm)$cDMmmm: <^m 
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Previous Publ. patent JP 9188625 



Abstract: 
JP 9188625 A 



Medicinal compositions comprise propiophenone derivatives of formula (I) or their salts. X = O, S or 
methylene; OY = optionally protected OH; Z = beta -D-glucopyranosyl, 4-0-( alpha -D-glucopyranosyl)- 
beta -D-glucopyranosyl 5 or their derivatives having one or more acylated OH group. 

USE - The compositions are used as hypoglycaemic compositions and for the prevention and treatment of 
diabetes. 
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